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(57) Abstract: A plant disease control composition exhibiting an excellent control effect against plant diseases and comprising a tet-
razolinone compound indicated by formula (1) and a carboxamide compound. [In the formula, n indicates an integer between 0 and
5, R! indicates a halogen atom, etc., R* indicates a C1-C3 alkyl group, etc., and R' and R? can have a halogen atom at an alkyl site.
When n indicates an integer of at least 2, at least two R! can be different.] Ideally, the weight ratio between the tetrazolinone com -
pound and the carboxamide compound is 0.1/1-10/1 (tetrazolinone compound / carboxamide compound).
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30 XUV NSRSV ETOSNS,

ZRIICEWwW s N AENOT AR EL T, BT BIbKkFERE., BRIbkE

B, Il kEBEIEITSENS,
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ZRBZEieEE® (16) 1E®IICHLT, Nad o {eANEE 1 IV L
DEETHWSENS,

IREDODRIGIREZE® -—20~150CO&HBETH 2. LD RIS R
WBEFEO. 1~24KBEMOEHTH 3,

RIBERTHRE, KCECYEARABETHHL, AREBZEER. BHEIT2%
DHEVUBBIEZTOIEICEID, k&M (2 - 1) ZHETLHIENTE S,

SHIAB. 7O M I T 40—, BHGEFORETHEHRL THI W,
[(0020]

AANRFHIRMEAEWE, WInbaWMoesmTHY, HIZE TTHE

PESTICIDE MANUAL - 16th EDITION(BCP

CH)ISBN 9781901396867 ,.EBAM®E2011.16 2
3975, EBEAE®E2006,7016708. F/-IIEEBABEE2007./
07299 9BRRRBINTNS, INSOLEMIITROBAN S 15D,
NHADOHEZEDERT DI ENTE S,
AFEHIZBITAN- (1, 1, 3—hMURAFIAF—4—-14)) —1—
AFN =3 =INAODAFINES—IV—4—-HAINHKREBETIROEREREL
<. X (al)
CH

N\ HH%3

N N (a1)
F.HC O

TERINZLEMBIV FidX (a 2)

\ HyCuh
Ne D K (a2)
FHC O
CEINBLABBB TSN D,
(0021]

T, ANV KRFTIFMeadmE [R1]) KRT.
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(002 2]

(F 1]

& ARNHEFHI RLEED

L& 1 E¥xS 7>

k&, 1 RYVJEYZTZIEN

k&1 11 ZWhVFHEoFH R

k&1 Vv AAHY R

ft&mv X (al) TEINSDLLED

L&,V 1 X (b)) TERINZILAEY

&MV 11 MV Ty RERIE.
N—[1, 1= AFN-2
- (4—4v7oRFr—-o0
—~UJ) —2—-FFVIF
W] =3 —AFNFF Tz
—~2 =AW HRFHIFR

tamviIl A EITH LA

L&l X ROFFETR

ftamX INAET A

ftaEmX 1 & FH5

ftEHmX 11 RINWNI x>

tEmX 111 TN

ftEMX IV A7)

fLtaEmX vV FANKRF

ftEMXV I FINY IR

tamxX VIl 77 A MEIN

LeEmXVIITI X (a2) TERINZULEY

(002 3]

ARBHEDICBITSD. AFLTVU ) M EANNEFTI FLam
QBRI WAL AFRIVY LB AANREFYI KA =
0. 01/1~5001, 0. 1/1~10/1K0*0. 1 /1~3,/1Mm
Bifo, #TH0. 31 ~3 7104 FL W,

(002 4]

AFEORBENE. AFRTTU IS AMEFNNEFTI KLEDE DR
AMTOHDOTHE VA, ARBMEML. EE. AF L5V UJ SaW.
AANKRESI REAWROREREEREEG L, LHBIS U TREEERD
ZOMOBAMBHAEFEMLELDOTH 5,

RREUERYIE. WA, DF. TovIuA. ks, EEAmA. BA. K

AEICRALZIN T T IV, D22, TOXEXRBZOMORE
RDEHRML THMEERAE L THERTEIIENTE S,
REPMBEMIT, AT 85V ) MG ROCEAIVRFY I MMeamn
BEtT, BEO. 1~99E&EX%, IHxL<E0. 2~90&F&EX%, KDFX
L<WB1~80EE%¥aAIND,

[0025]
BALOEICHWs N L EGKEAEL T, AIAE. L8 (HWXE. A7
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Vo HEEL BREKEBELLERZ, ONYIZL - XM M EBEHEAT).
NV HE, TOMOEKEY (FZAIE, CUY A1 b, GEBE. REHEK. I
iR, REANV DL, KD HN) S0OMBRD 2 0NITRRY AT 5 N,
WK EL T, I, K ZIba—-)vE (FlziE, A% -, %)
=), FhE BAE TR AFNLNIZFIAY L), FEERILKE
B A, ROFY, MV FULY, TFNRIEY, AFINFTH
L), BEMigEmib/KEE (WA, n—AFH>, >r0AFY />, TH).
ITATIVE (BIAE, BEBELF)., BFEE7F)V). —vULE (Hlzal, 7t
FZRUN, AV TFObMUIN), T—-FIINE BF2IE. PFFH2. Va4
VZOENT-FII) . BE7IRE (WAE. DMF. PAF LT T 3 R),
Nary erfekFERE (2. Pr7ooxy >, FUrvooIFL L. MG
fbix%) NBE TN 5,
(00 26]

FEEERELTIE., ATV FIREBEIATNVE. 7ILFIVANEK DB
B ZPVENTU=NANKCEBER. 7IFILTY - NI —-FINVERRZEODOR
DAFIZFL . RUFFFL V- NI —FIVE, HMH7I

A-)NVIZATNVE. B7NVI-IVFERRNBETSND,

(002 7)

ZOMOBAMMUAE L TR A IEEER. SBH. RERN D Fo N,
BRI AEr>. E5F2. 2EE (WA 5>72, PT5EYH A,
o -—-AFEEK, 7INFOB). VIS FEEK XM, BE, &
BARBESSTF BAE., RVEZILT7Na2-), RYyEZ Q) R, R
U727 U)ig8E), PAP (B DABBIY 7Ot I)). BHT (2, 6 -2 —
tert—7FNVN—4—-—AF)T7x/—J)). BHA (2—ter t—TF)
—4—-ArFT/-NVE3—tert—7FIN—-4—-—ARFT T ) -
WEDREY). Mhm. L, BB EAZEB3ZTOIATFTINENEITENS,

[0028]

AFEHMERDIEZ, AT IV ) U MEEMERIINRFTI RLEWm &
ZEAZMFRLIEFECIOHEAMLLEZLT, RERZKCTATHERLT, £5
NSV M EERTZIRFAKLCEANKAFYI RILEMWESET S
BH., P20V BENSOFRBERSTHAZECIDHMETZI LD TE S,

[0029]
AFBPAMBRDT. MOMBEP S ERETI-ZDICANVWDEIENTES,
[0030]

AFEH OB A IEIX. x%%m&%&h%xm%%&ﬁﬁﬁéi% WAL BT
LN AT EIJY ) MEEMERNINERF Y I RLLEWEZRNLITHEY X T
MY ERETILREBICAETEIECKD. MOBEEZHR I B ENTES

[0031] T

AFEHBRMERRA TS HEELTIE. EENICARHEARY BRI NE
HZHETHNEZTOFEIBCREINZVA, AAEEEEH/SOBEY K
OUNE, LIBAHZEOHYOREHMANOULE, BTHELZEOE T NDOUIE ) %
Fehb.

[0032]

AFAERDOBA R, [S M. ABE. mASH. BAAHE., WA
B, ABFEE. MREDFTL-oTHELSZN, 1000m2Hn, @E
I~500g, HELLIE2~200gTHh%, AH. KK, HERL L@
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WRKTHERLTERINSD., TOHEGOFRBOARHMARKRYIEEIX, E¥
0. 0005 ~2EERBX%, HFEFLLIE0. 005~1FEEXTHD., HA. kL
HMERIBEEFRT A2 ERZTOEEFRASINS., BTFANOAEITB N TIE.
BT1Kglicd L TOXRFEHMARMEIZ. BF% 0. 001~100g. HEL
<130. 01 ~50gDHEATHAINDS.,

(003 3]

AREPICB T 2B EOARENR &L TIE. /KH. M. XE. R&HE.
B, K2, BEHMNLIACEHR. FHEELEUEE Y NERBEIT SN
5.

(00 34]

AFEHMAKYIZ, M. kB, 245, REHESOBRMHMICB T 2EMBEEDO
BRAELTHERATAZENTES, AFHMAEMIT, LTIZBT SN2 MY
LERETOIEAMMEICBWT, YZBHMMOWEZHR TSI ENTES.,

(00 35]

B, b2 >, 1%, 2ALF. TFLF. FALF. T ND. Y
WHL, D%, F4 X, E—F vV, YN, oA, F¥FX, ExTU, ¥
FoFE, yNTIE, BE,, AR (FA, PYbh E-T2. bIUHT
Y HAESE), JVREXE (FauU, hERFy, XvF-—=., A1 H.
AO2E), YITIFRBEE (Y132, h7,. 4390 HE, 2a-I)LIE,
NTZHA, F¥yXY, A5+, Jaoyad—-, AVT75T7-%). F7 8%
¥ (dXRY, >aFy, 7—-F4Fa~—2r,. L¥ZAE), 2UBBEFE (RF.
YFxX, Do, TANRNTHA), LPUBREE (>, XtkY, o
D, PAVART79%), THATHREX (FUL VY, 7520V 9%), &
YEBEX (Y, S8 NDIVE) A FD, YYRALE, P/ AME. Y
B,

(7N

BHERY.

B CcREE (VoD B3 vFr>, DR FS AU, I ADSE),
BERE (T, AEFE, XYY, A, b7, T2 X, TI— %),
HhoFVE (D> a93h>, ALY, VEY. SAAL. JL—TF 7~
e, BRE (Y, I, NN, T-F>R, EXA¥FAF, hia
—FyY, RAFITFuVE), BEE (TNV-—ARNY -, 52Xy —, T
T INRY =, FANY=%), TRy, hF, FU-7J, ET, NFF., O
—b—, FYUAVI, 3aVIE,

BEBUNOR ; Fv. 7T fEAR, HES (FxUa, AN F. NFIX
F,A-HY, A Fav., IA4Tv . ALFT. h. RTI5. NFXF T,
T, TISFAR. ARV E, saN, B3I F, VA XX V. RUk,
1F1) %,

[0036]

LR THY) KEIERTFHBRIAEHDIEENS.

[00 3 7]

ARFAHEBRDICLOBRTBIENTEZIMMHmEELLTIE., FAERRE
LOMMBEEEN BTSN IDFELLEBUTOLOEHIFTEZIENTE SN,
INBRBEEINDHDO TRV,

[00 3 8]
A1 FZDFEE .- WbEH (Magnaporthe grisea) TEER
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% (Cochliobolus mivabeanus), fi#&% (Rhi zo
ctonia solani) EEEHB(Gibberella fujik
uroi)ls

ILXDORE: DEALZWH (Erysiphe graminis), fhX

% (Fusarium graminearum., F. avenacerau
m. F. culmorum. Microdochium nivale), &
K9 (Puccinia striiformis.P. graminis.,

P. recondita)fiaEEm(Micronectriella n
ivale) FE/NhwEH® (Typhula sp.). #EEK (Us t i
lago tritici). RESIEBHB(Tilletia carie
s).IBggm (Pseudocercosporella herpotric
hoides) B (Mycosphaerella graminico
la). A% (Stagonospora nodorum). M (Py
renophora tritici—repentis),

FFLFORE . SDEAIHK (Erysiphe graminis). Fih»
0% (Fusarium graminearum, F. avenacer
um. F. culmorum, Microdochium nivale),
UMW (Puccinia striiformis.P.graminis,
P. hordei) #EMHm (Ustilago nuda), E®% (Rh
vnchosporium secalis) MW (Pyrenophor
a teres) HM&aA% (Cochliobolus sativus)., ¥
¥ (Pyrenophora graminea) YUYV hrZT7REHEHIZLS
WyMin (Rhizoctonia solani),

FYEODOSORE BB (Ustilago maydis), TEER
i (Cochliobolus heterostrophus). 0&58MHE
(Gloeocercospora sorghi). @AFA™m(Pucci
nia polysora).ZLfU—7XARyvbrH(Cercospora
zeae—mayvdis) VYV IZrZTBHIIIAEUENH (Rhiz
octonia solani),

[00 3 9]

W oFVEOBE - BEAB(Diaporthe citri).Z30%(E
lsinoe fawcetti) REEKRW(Penicillium d
igitatum, P. italicum). 7473 (Phyto
phthora parasitica. Phytophthora c¢it
rophthora).

Jo>d0mE:E-U7% (Monilinia mali), BoARK (V
alsa ceratosperma) 2FAZW(Podosphaera
leucotricha) #BR#%EH (Al ternaria _altern
ata apple pathotype) BEHW (Venturia 1in
aequalis).kZFH(Colletotrichum acutatu
m), % (Phytophtora cactorum),
FTIORE BEH (Venturia nashicola, V.
irina). 2w (Alternaria alternata Jap
nese pear pathotype) FKEH(Gymnospor a
gium haraeanum), % (Phytophtora cact
rum) ;

olpa VIR
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ETOoOmE - KEHWR (Monilinia fructicola) BER
(Cladosporium carpophilum).7+%7LABKEH
(Phomopsis sp.)

T RUOWE . EEDHB (Elsinoe ampelina). ME®R (G
lomerella c¢cingulata) 28AZ% (Uncinula
necator).d00%(Phakopsora ampelopsidis).
79wy b (Guignardia bidwelli i), R&F (P
lasmopara viticola),

HFORE . XKZH (Gloeosporium kaki) %ER (Ce
rcospora kaki, Mycosphaerella nawae),

TUHOHEE  KXTH (Colletotrichum lagenar.i
um), 5AZW (Sphaerotheca fuliginea). D53
% (Mycosphaerella melonis) 22 (Fus a
rium oxysporum).NX&jH(Pseudoperonospor
a cubensis). W (Phytophthora sp.), ByfE
(Pythium sp.);

FhDOHE - WHH(Al ternaria solani) EZMURK(C
ladosporium fulvum), % (Phytophthora
infestans). '

FTADOHRE BB (Phomopsis vexans) 595FAZH (E
rysiphe cichoracearum),

7759 F+RBEOREB-BHK(Al ternaria japonica).
ARH (Cercosporella brassicae) HZIXBE (P
asmodiophora brassicae) R&(Peronosop
ora parasitica),

XFORE . ZU0H (Puccinia allii).,X& (Peron
ospora destructor),

[0040]

L ADKE : RLMH (Cercospora kikuchii), B&5S
W(Elsinoe glycines) BEm(Diaporthe ph
aseolorum var. sojae). BHm (Septoria g
lycines) BAW(Cercospora sojina). U\ P
hakopsora pachyrhizi), &% (Phytophtho
ra sojae). UV IFZT7TRBBERIZ2HEIMNB (Rhizocton
ia solani) BfaHmsm (Corynespora casiico
la), W (Sclerotinia sclerotiorum),

AT DHERKTH (Colletotrichum lindemt
hianum), L e .
Syttt OFE RBEBH% (Cercospora personata).
#BuHm (Cercospora arachidicola) B#E% (Scl
erotium rol fsii).

IRUDHE: DEAIZHK (Erysiphe pisi).

Py A EORE - EEH (Al ternaria solani). EBH(P
hytophthora infestans) $EEMH(Phytoph
thora erythroseptica) MKFI2% (Spongos
pora subterranean f. S D. subterrane

22
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ado

AFITDHE: DEAZH (Sphaerotheca humul i), %
Z% (Glomerella cingulata),

FryOmE-MOEH(Exobasidium reticulatum).
H2% (Elsinoe leucospila) MK (Pestalot
iopsis sp.). kFH (Colletotrichum theae
—sinensis).

INIDHE . KEBEH (Alternaria longipes). 2EA
W (Erysiphe cichoracearum), ZH (Colle
totrichum tabacum). R&(Peronospora t
abacina).ZEW(Phytophthora nicotianae).

FTEIYXDOHRE BEEK (Sclerotinia sclerotioru
m), Y7 FZT7BEHIKLAPHEIENB(Rhizoctonia sola
nij,

JYDRE; VY I T7REBCLI2BEIMNE (Rhizoctonia
solani),

TOHA1ORE - BHm (Cercospora beticola), EERK

(Thanatephorus cucumeris).BE®(Thanat
ephorus cucumeris). BRE%B(Aphanomyces ¢
ochlioides),

NTDHRE - BEH(Diplocarpon rosae).d52AT%(S
phaerotheca pannosa) X&m(Peronospora
sparsa)js,

FIOBLIVFIBRBEORE  RXEH (Bremia lactucae),
B (Septoria chrysanthemi—indici) A
X (Puccinia horiana).

B2 ODEYORE  ECTULBREIZE>DTHERIENZHE (Py t hi
um aphanidermatum, Pythium debaria
um, Pvthium graminicola, Py thium
regulare, Pythium ultimum). R&H1U% (B
rytis cinerea) BAE®m(Sclerotinia scl
otiorum),

YL ADHE - BHMB (Alternaria brassicicol
ade

INOEE ¥ FT—-—ARvybFE (Sclerotinia homeoca
rpa). 799Ny FHEBIOST—I XXy FH (Rhizoctonia
solani),

NFFORE: >HMIH (Mycosphaerella. .fijien
sis,. Mycosphaerella musicola),

EXT7YDHEE  XEB (Plasmopara halstedii),
AspergillusE, Penicillium@, Fusarium
., Gibberella@. Tricodermalf@. Thielavio
pPsisB. Rhizopusl Mucorl@ Corticiumf@E. P
homal, Rhizoctonial@. 3XtDiplodiaR@giE%ick
SDTHEEZIIND, SHIEVMOBFHRETIIEFTIHMORE,

Polymixa@EAdOlpidiumBEIlLo THNINSEHEE

n
r
t
r

® O ~
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MOTAIV AR

[ 5 Jit il ]

(004 1]

RIZ, AT I ) ) MEMOERIESLE. ARBPHRY O MAH ., A5
LZOEBHICIVDISITEERBIZHWAT LN, ARHPBZ NSO OAHIZEE
INBHBHLDOTIE /W,

FT. AT IVYU MR MOE KRB ERT,

(004 2]
=Ro% 1t

SEERPICEHEBNOL - (2—TnEAFN-3 -7z )k) —4
—AFNV—-1, 4—-kRFRoFbr5y—V-5-F21. 21g. 1— (4-—
roo07zxz=)) —1H-Y¥5Y—=)V—-3—-—4—)L0. 78¢g. REHYTL
0. 66gBILUV TP UNIOMLOEEGDZMABRT 4EBBERL
7o BB LEKBEAMICKEZENL., BB FITHE L. BEEZ KB
SUOBEMBEKTHESL. BKEBET /X UVALATERLAEE. BWETEHBL
7o BoNREE VANV ATLIOIN T T 702U, 1 - (2 —
{[1—(4—-—oouzxz=2 ) —-1H-ESY—=)I—-3—-A4N]1FFAFI)}
- 3—-/7poo07xz=)) —4—-XF)—-1, 4= roFrhs/—I)Vb—-5—
2 (LT, A7 IV U kel EET.) 0. 61 g%,

AFbhIUY ML EY1

Cl
u\<:L\N Nj;)
. O
N AN
S
N7
N-N
Me

'H-NMR (CDCl;) & (ppm) : 7. 64 (1H, d, J=2.7Hz), 7.62-7.60 (1H, m), 7.53-7.49

1.
(2H, m}, 7.45 (1H, t, J =8.0Hz), 7.39-7.35 3H, m), 5.80 (IH, d, J =2.7
Hz), 5.54 (2H, s), 3.61 (3 H s).
[004 3]
&P 2

BELSGKHIG6ICEBED 1 — (2—-TOFAFN—-3—-TJO€E7z)V) —4
—AFN~-1, 4—-2cbPFoaorybI3y—)—-5—-F4218. 5g. 1— (4-
roo7xz=)V) —1H-YIY—=—)—-3—-F—)010. 4g. kEEHY T LA
8. 8egPLUT7ERrZPMIN400mMLOESYEMBABHR N4 BRIERL
oo MBI LAERBEBEMIZKEENL., FEZFIIVTHHELEZ. BHBEEZAS
KVEMABEKTHESEL., BKEB /X TLTHERLEZE, BETEREL
Feo BONEBREESIVASNATLIOR T T T 4 =T L. 1 — (2 -

{1l —-(4—-pa7z=V) —1H-¥YS5Y—=NV—-3 -4V FFL AF)}

- 3—-7JOE7xz=Z)N) —4—-—AF)—-1, 4—crF k53—l —5—
2 (WF, AF bS5V feEdm2&EET.) 24. 6 g&B,
AF b0 AeEY 2
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N, O
N-N
Me
IH-NMR (CDCI;) & (ppm) : 7. 81-7.79 (IH, m), 7.65 (10, d, J =2 4Hz), 7. 54-7.50
OH, m, 7.42-7.35 (4N, m. 581 (IH d T =2.4Hz). 553 (2H s). 3.60

(34, s).
(004 4]

& Rk fl 3
ERHBI2IZEBEDOAT NIV ) fkEHM2% 0. 92g. AFINFAO B
0. 18¢g. UEBE=HUIAL1. 27g.7K0. 11ml.,[1, 1° —EZX
(T2 WVERAT /) 701N A (1 1) 2270 R 7o
OAZ 0. 16 gRXVIPFTFH > TmLOEEMEMAERT 1.
SHMERLE. BHE, KIGEIZ/KZEML., BFBEIFITHHELZ. A%
BEKBIUORBMABREKTHREL., BKRBE IR TULTHERELEZE, BIE
TICBBLE, SonRBEEZ VANV AT LIOQRMNT T T 40 —ITF L,
1-(2—-{[1—-(4~puop7z=Z)V) —1H-ESY—=IL-3—-4a1)V] *
FIAFINY}Y -3 —AFI)NT7xzZ)) —4—AF)—-1, 4-RFRoF k75
V=)= 5~-F> (U F. XF VY btEmW3 &idd.) 0. 27 g%2%
77 :
AT kI AEW 3

Me
m\<:L.N xj;j
. @)
N\
A
N F
N-N
Me
'"H-NMR (CDC1,) & (ppm): 7.64 (I1H, d, J=2.7THz), 7.52-7.49 2H, m, 7.42-7.35
(40, my, 7.27-7.24 (IH, m), 5.82 (14, d, T =2.7 Hz), 5.33 (2H, s), 3.63

(3H, s), 2.56 (3H, s).
(004 5]

B4

BEAKRHAL2ICEEND 1L - (2 -TREAF N -3 - AFNT)) —
4 —AF)N—-1, 4—-2bBosr b3V —Il—-5—-220. 30g. 1— (4
- ARF 7)) -1H-ESYV—=NV—-3—-F—)NV0. 21g. KEEHY
A0, 19gBXUOT7HLFZRMUNIOMLOEBEEMZMBBHET 2 BB
L. MBELERKRESHMIZKZEML., BFEIFIITHHBLE, iEE%
KBIVEMBEKTHSL, BKEEBET /XL TEHERLEZEZ., BETE
L. BonERBEBEZVNTSTNVASLZOQOY N TS 70 —12ML. 1 — (2
—{[1-(4—ArF>Tx2Z)) —1H-FEFTS—=)—3—-A4)N] FTF R
FI} =3 —-XAF)Nh 7)) —4—-XAF)—-1, 4-YkRasFhbs3/—)
—5—F2 (UF,. &F+TVY )it aticd.) 0. 28 gx=Bi,

KFhrIJ0) ) MeEWA4
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Me
. 0
g

N, PO
N-N,
Me
'H-NMR (CDC1,) & (ppm) : 7.57 (1B, d, J=2.THz), 7.49-7.44 (2H, m), 7. 39-7. 36
OH m. 7.97-7.93 (10 m. 6. 96-6.91 (20 m. 5.77 (1A d. J = 2.7 Hz

5.32 (2H, s), 3.83 (3H, s), 3.61 (3H, s), 2.56 (3H, s)
[0046]

&l 5
BELSKHIICHEBRD 1 — (2—TOFAFIN—-—3—ArFTT7))) —
4 - AFI)N~-1, 4~k hr+5Yy—Jb=5—-—F21. 20g. 1 — (4
—syon7xz=)) —1H-EIYV—-)—-3-4—)L0. 78¢g. kthVU
LO. 66 gLV TERZMIN3IOMLOERYZMBEKET 4 B/HEBE
Lice MBLERSEEMIZKZEML, BEBITFIINTHMIB L., AHEEZEK
BLUMMARKTHERS L, BREE T X UL TEBRL LK, BETRE
Lz, Bon-REE2 U5 NV Ahoar7axr T o7 0 =1L, 1 — (2
—{[1-(4-7007x=)V) —1H-ESY—=)—3—-Aa4)N] FI AF
Y} —3—XAbFT 7)) —4—-—AFN—-1, 4=k RoFrbsvy—Jl
—5—F> (LAF. &AF -V 2EM5EET.) 0. 97 g &/,

AF o0 AL EW S

. MeO
Cl
N’NT O

0]
A\ \ﬁ
N-N,
Me
'H-NMR (CDCl;) & (ppm): 7.63 (I1H, d, T = 2.7 Hz), 7.53-7.49 (2H, m), 7. 46
(IH, dd, ] = 8.5 8.0 Hz), 7.38-7.34 (2H, m), 7.08 (IH, d, J = 8. 5 Hz),
7.04 (1H, d, J =8.0 Hz), 5.80 (14 d, J =2.7Hz), 543 (2H s), 3.92 (34,

s), 3.57 (3H, s).
(004 7]

& il 6
ERF2ICRBOELTF NIV ) MEEH2% 0. 92g. TFINFAOE
0. 22g, VoB=HYIL1. 27g.XK0. 11ml1l,[1, 1° —EZA
(PT7zZWVWHKAT4 /) 7zt NP9 L (1 1) P2y R 2Dy
OOX&Z>AmHmo. 16 gRLVUVTPAFH 1 55mLOBEEMZEMABEBRT
2HBBBLE., A%, RRERIZKZ2ENL., BBEEZFI THHBELZ. BH#
BEaKBIUEHMEBEKTHEL, EKKBEI /X TULTEHERLZE. BE
TRBHELEZ. o REZU WSV A SO0 T I 70— 12K L.
1—(2—-{[1—-(4-70n7xz=)V) —1H-EFYV—=I—-3—-14)] F
FIOAFN}Y =3 -—ITFNTxZN) —4—-—AFN-1, 4-cRaFhI
S=I=5—-—F2 (UF. AFFrZVD 2 ILEWM6 EiLT.) 0. 24 g%15
7z o

AF I ALEW6
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Et
NT S
=TT
N
N-N,
Me -
"H-NMR (CDC1,) & (ppm) : 7. 65 (1H, d, J=2.THz), 7.53-7.49 (2H, mw), 7.47-7. 42
(2, m), 7.39-7.35 (2H, m), 7.27-7.24 (IH, m), 5.81 (IH, d, J = 2.7 Hz),
5.34 (2H, s), 3.61 (3H, s), 2.90 (2H, q J =7.6 Hz), 1.30 (3H, t, J =7.6
Hz).
[00 48]
& Bk Bl 7 4
BREI2IZEBROETF NIV ) a2 %0. 92g. Yruryoril
AOCE0. 26g. UCE=NU L1, 27g,. 0. 11mL,.[1, 1°
—ERXR (TN EFRAT4 /) Jxtr] XTGP A (11) P20y R
DoAY IfmMmMo. 16 gBLURPAFYT7TmL OREAYENBGER
T1. SEMBRLAE. GHZ. RNBIZ/KZENL ., BFEEZFI) THIE L 7=,
EHEZKBLUOBHMABEKTHREL., BKRE TR TILTERL-E,
BETICBELEZ. SoNREZ2UATZNVAS LA NI T 7 40 —12H
t.1~-((2-{{1—-(4—-—7uun7=x=J)l) —1H-EZY—IL—3—-1)]
TFIAFIIN)Y -3 - 07N T ) —4—-AF) -1, 4—-2k
ROFhSY—I—5—-F> (LF,. XTIV U ) EWMT7TERLRT.) 0.
3beg&Hi,
N N AV RS (AL /i IE

C|\©\
N_O
N N
S
N7
N-N
Me
'H-NMR (CDC1,) & (ppm): 7.63 (1H, d, J=2.7Hz), 7.51-7.46 (2H, m), 7.41-7.37
(1H, m), 7.36-7.32 (2H, m), 7.24-7.21 (2H, m), 5. .80 (1H, d, J = 2.7 Hz),
5.53 (2H, s), 3.58 (3H, s}, 2.26-2.19 (1H, m), 1. 03-0.99 (24, w, 0. 78-0. 74
(20, m.
[0049]

& Rkl 8
SEGHAIL 2IEED 1 - (2-TOEAFIN =3 - AFNTx)b) ~

4 -AFN-1, 4= RaF b+ —)—-5—-F>0. 30g. 1— (4

-Jox7zxz=)) —1H-EY¥3YV—)IN-3-F—)NV0. 27¢g. kEHU
LO. 19gBXU07EFRIUN1IOMLOEBEYZMEBKT 4 KB
Lize MBLAERIBEGMICKZIENL., BB FILTHEB LA, GG %K
BLUORMABEATHKEL, BKBBEI/RXIILTEEL B, BIETEE
Lz, Bon-REZUNSINWNISL 2O NS T7 40— L, 1 — (2
- {[1—-(4—-7no0F7zxz=2J)l) —1H-ESY—N—3—-A4N] FIL AF
W} =3 —AFNT7xzZ)) —4—AF) -1, 4—-cRrRoFhs5/)—)L—
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5—F>2 (BUF. AFbSVY ) LEM8 EiLT.) 0. 37 g&Fl.
BT IS ALEY 8

Me
N
S
N 7
N-N
Me
'H-NMR (CDCl,) & (ppm): 7.64 (I1H, d, J=2.4Hz), 7.53-7.49 (21, m), 7.45-7.37
(4, m), 7.27-7.24 (IH, m), 5.82 (IH, d, J = 2.4 Hz), 5.33 (2H, s), 3.62
(3H, s), 2.55 (3H, s). :
[0050]
BP9
2EAEM1I 4Bl - (2-{[1H-ESYV—-N-3-A4I]FF
AFI} =3 —AFNT7xzZ)) —4—-—AF)—-1, 44— RaFh5J—
N—5—-—F>%0. 49g, 4—ryon0—-3—-7)A4A0 7RO >EO0.
33g. BeEESH (I 1) 0. 51g. ¥UT20. 28¢g. ELFas——
T4A 1. 00gBEUOTEFZRMINIOmMLOEEMEMNRAERT 4S8
HHBERELE. RGELERKBEAMIZKZEML., BB FI THHELAE., &
BEZz2KkBXUBAEEATHREL. EXEBEY /R UALATEBLEE., B
ETE#HELE, #oNREZUNTNVASLZOQTNT T T 0 =12 L.
1—-(2—-{[1—-(4—-pp-3—-7)407z=)y) —1H-EF /=)
—3=AN] AFILAFIIN} =3 - AFNT7xZ)N) —4—-—AF)—-1, 4 -
e ROF SV —I—=5—-F> (LLF. XF LIV U ) ME&Ho EET.)
0. 12gfk.
AFho D)7 EWMO

Me
N
=N
N
N-N,
Me
'H-NMR (CDCl;) 6 (ppm): 7.64 (IH, d, J=2.7THz), 7.44-7.38 (4H, m), 7. 28-7. 23
(2H, m), 5.84 (I1H, d, J = 2.7 Hz), 5.33 (2H, s), 3.65 (3H, s), 2.56 (3H,
s) .
[0051]

&Rl 10

SEERFI 1 2ICREBD1L — (2 —TOFEAFN -3 - AFN 7)) —
4 —AF)—-1, 4—-2brFasFb53y—I)k—-5—-F20. 30g. 1— (2
—-AbFTT7xzZ)) —1H-ESY—IN—-3—-F—N0. 20g. KE&hHV
A0, 19gBELVNT7EFZMIUINTIOMLOEEZMERBIRT 4 BB
L. MG LEERSEEMICKZEML, MMEZFIITHELE., EE%
KEBLVBEMBRAKTHEL., BAKRES /X ULTHBRLEZE, BETIE
WL Bon-RBEEZIUANTSTNVASLZATNT ST 0 —12 0L, 1 —(2
—{[1~-(2—-APFFT7zZ)) ~1H-EFS—IV—=3 -] FTFI A
FI} =3 —AFNTzZN) —4—-—AFN—-1, 4—-RkaFr5J—)
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—5—F2 (UF,. £FbFVY &M 10&RT.) 0. 23 g5/,
EF LSV EMLO0

Me
Qo )
N N
OMe N’N\FO
N-N
Me
'"H-NMR (CDCl,) & (ppm): 7.89 (1H, d, J = 2.5 Hz), 7.70 (IH, dd, J = 8.0,
1.6 Hz), 7.41-7.37 (28, m), 7.26-7.18 (2H, m), 7. 06-6.99 (2H, m), 5. 76 (IH,
d, T =25Hz), 5.32 (2H, s), 3.88 (3H s), 3.61 (3H, s), 2.55 (3H, s)
[005 2]
=No% !
2EAHEML 4ACEHFEOL - (2 - {[I1H-EFYV—-)V-3 -] FF>
AFN}) =3 —AFNTxzZ)) —4—AF) -1, 44— eRaoF k55—
W—=5—-F2%1. 00g. 4—2700—-2 - A +F>T7x22)FRO0EO.
78¢g. BFEESN (1 1) 0. 98g. FUY>0. 59mL., b Fa5—
—74A 1. 50gBXUVT7EFMINISMLOBAEYMENMRERT 1
SKEBHR LA, B LAKRKESHIC/KZEML., FBEZF N THB L.
AHBZKBLUBMAEKTHREL., BKEB VXIS TLTHBRLEHE,
BETRBELEZ.ESNEREZUNSNVAEILZA NI ST 0 =124 L.
1= (2—-—{[1—-(4—-po—-2—-—AKFT7zxz)) —1H-FEF3J—)L
~3—AN] FFIAFN} =3 —AFINT7xz)N) —4—AF) -1, 4 —
ekROF bV N—-5-FUUFT.EAFrIVY &Ml 1 ETT.)
0. 15g8E7~.
AF k) kEm1 1

ey

OMe N/N\fo
N-N,
Me

'H-NMR (CDCl;) ¢ : 7.87 (IH, d, J = 2.5 Hz), 7.65 (1H, d, J = 8.5 Hz)
7.42-7.37 (2H, m), 7.26-7.24 (IH, m), 7.03 (1H, dd, T = 8.5 2.3 Hz)
6.99 (1H, d, J = 2.3 Hz), 5.77 (I1H, d, J = 2.5 Hz), 5 30 (2H, s), 3.89
(3H, s), 3.63 (3H, s), 2.55 (3H, s).

[0 05 3]
RIZ, LERROETF IV ) U MEEDORRTEEOERIZDNWTEE S K HI
ZRY,

[0054]

Z2EH5 KA1

BARBILTNVIZOL21. 9g2KAETF. N, N=JAFIHF)NLTIR2
SOmMLIIMA. 1598 B LA, 22X TIIFFPITALIO. TgEMAE.
1onp@EBBLER. 1 —2700-3 (YT TFh—2—-—AFAR2¥F225.
OgzmMZAZ. 80CTHKHEMBALAL., HAB, RIEKE2., EMEF YT A
35g. K2LBXUKS500gDEEHPICBBLANSMA., BEW%E
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1 0% HEBTEEELZE, MBI FINTHELAE. AELZ2KBIUOHBNA
WMATHEEL, BRKEB /A TLATEHEBRELAZE. RETICEHL. 1 — (2
—AF)N-3—-rppryz=)) -1, 4—-kFoF b5y —J)b—-5—-F>
17. 0gz&i~.

1—-(2=AF)N-3-r7por7z=)V) —1, 4—-—>bROFr5YJ—
W—5—F>
Cl
Me::[::[:j

Y |

'H-NMR (CDC1,;) & (ppm): 2.32 (3H, s), 7.28-7.36 (2H, m), 7.57 (1H, dd, I
= 6.8, 2.2 Hz), 13.08 (iH, s)
(005 5]
BE S RH 2
SESRALIICEBED L - (2 - AFN—-3—-r7o07x=)) —1, 4—-
EROFFIY—=N—=-5-F210. 00gBXLUN, N—=ZAFNFEINALT
SR1I00mMLOEEWMIZ. K&ET. 6 0% KFEMALFRYITL2. 30g2mM
Al BEMEZERICHFRL. 1KHERBRLZ. RISESHICKE F. 3Uik
AFI3., 2mLEMA. EAMERRICFRL. 1 45MBHRLAZ, KIS
BREWiZKzZEML, FELFINTHHLE. EEEZ 1 0%HE., KBXO
RAMBEATHESRL BAREBE /R ULTEBRLAZZ.BETICEREL .
BoN-BEZUNSNASLZAIRNT TS 70— L. 1 — (2 —RXF
W—=3—-rop7z=2)V) —4—-—AF)—-1, 4—-kRosFh53V—I)—5
—F>2>1. 56 g&=H~, '

11— (2—AFN—-3 -0 7z=N) —4—AF)—-1, 4—-—2ER
o5~ =)V —5—F%

Cl
e
Me
'H-NMR (CDCliy) & (ppm): 2.30 (3H, s), 3.73 (3H, s), 7.27 (1H, d, J = 2.7

Hz)., 7.28 (1H, d, J = 7.1 Hz), 7.52 (IH, dd, J = 2.7, 6.8 Hz).
(0056]

 BEARH 3

SEERA2ICHRBDO 1L - (2 - AF)N—-3 -0 7)) —4—AF)
-1, 4—-YcvRoFbs5Yy——-5—-F>1. 56¢g. 1, 1" —7IJEZR
(yr7o0ndF8 > —1-HANKRZbYJJI) 0. 34g. N—-TO®EZXV> >4
TR1., 42gBL07nDaREF30mMLOBEWEMEAEBRT 5 KRB
Bl BAE. ROERICKEZENL., EBZF IV THELZ. BHEZ KD
KUOBMMAEKTHEHEBL., BABEB I/ RIILTEHERLAE., BE TICEE
L7z, Bon=BEz>UAh VS Ar7ax T 70— L. 1 — (2
—JOEAFN -3 —-roa7z)y) —4—-AXAF)—-1, 4—-krRoFk

30



10

15

20

25

30

39

WO 2015/012243 PCT/JP2014/069266

=)V —5—F21. 94gxE/~,
1—- (2—TJ0OFEAFN-3—-—r7an7xz=))) —4—AF)—1, 4 —
eRosybhsYy—J)b—5—-F>

Cl
Br\:©

NP0
N-N

Me
'H-NMR (CDC1;) & (ppm): 3.76 (3H, s), 4.69 (2H, s), 7.35 (I1H, dd, J =1.2,
8.1 Hz), 7.43 (1H, t, J = 8 1 Hz), 7.58 (I1H, dd, J = 1.2, 8.1 Hz).
(005 7]
ZEZ 5kl 4
KBTIV IZUOAL9., 7T7gZ2KEBETF. N, N=JAFIEIVLT I K2
20mLIZMAR. 1508 LEZ. 2ZRT7IMEFPITLY. 6g&2MA.
5B LAZ. 1 - T70FE-3 - (MY T7Fb—=—2—-AFIX>¥E>30.
3gZ&MA. S8O0CTHMEEMALL, mHAK, KINEZHMEBET Y 7 L3
3g. K2LBIXVAKS00 gD EEMHPICEBEBLANOSMAZ. BEDE 1
O %BEEBETHENEELAEEZE. MEZFINTHELZ. AEBEZ2KBIUHBINAER
KTHBHBL, BAKHBEBEY TR DALATEBRLZEZ, BETICEHBL., 1 — (2
~AFN-3-JaE7z=)) -1, 4—-kRoFbsy—)—5—-H%>
31. 4g&iFl, .
l= (2 AFNV—-3—-7JOaE7zZ)J)V) -1, 4—-YRasFrbosv—I)L—
5—F

IH, t, J=72Hz), 7.49 (1H,

'H-NMR (DMSO-dg) & (ppm) : 2. 22 (3H s}, 7.34 (
8.0, 1.0 Hz), 14.72 (1H, s).

dd, 7 =28.2, 1.1 Hz), 7.82 (IH, dd, T =
[005 8]

5 E QR 5
SEGRHI4ICEHEEBEDL - (2—AFN -3 -TJaE7xz))V) -1, 4—-2
EROFEIY—I—-5—-F231. 40gBLUN, N=ZAFIKILT
SR250mLOESGHWIT. KT, 6 0%KFEMLSTFITAS. 90g%EM
Alz. BEMZZERICHFRL. 1KEARSLLALZ. RBESHITKET. I Uk
AFINE. 4mLZMA. BEMZEERICAFRL., 14KEHBRLAE. Kb
EEemickzEmML., BRI FINTHELZ. AH#EZ1 0 %XHE®R. KBLU
FMBHREKTHEERL BARBES /RS TLATEHEL 2B BT FICEBHELZ,
BHoNERBEZVATNVASLIZOQINT 70 =12/ L. 1 — (2 —AF
W—=3-7JnE7z=2J)) —4—-AF)N—-1, 4-JROFr5—-)V—-5
-*2) 8. 47 gk,

1= (2—AFN—-3-TJ0E7xzZ)) —4—-AFI)—-1, 4—-2YER
Dy ro/—=)—5—-F>
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Me
'H-NMR (CDC1,) & (ppm): 2.33 (3H, s), 3.73 (3H, s), 7.21 (1H, dt, T =0
7.8 Hz), 7.30 (1H, dd, J = 1.0, 8.0 Hz), 7.71 (14, dd, J = 1.2, 8.3 Hz

[0059]
ZEZ G kBl 6
SEERPLSICEEHDO L - (2 - AFN-3-T7J0FT7x2)) —4—AF)
-1, 4—-2eknDsF b5y —=)V=5~-%28. 47¢g. 1, 1’ —=F7IJEZX
(y»r7andy¥>—1-AIFRZPUN)1. 54g. N—TOFERAY 13
K6, 44gBXrr7oaxR>FEF12mLOBEYMZMBABET - KB
Blz, GHE. RIGEIZKZEmML. BBEILFITHE L. AEBZ KD
LU ABEKTERSFL., BRKEEBE /RS ULATERLAE, BE TICERE
Uiz, ok EZ )TNV ASL7a<bNTST7 0=, 1 - (2
—TJOEAFN -3 -TJOFETzZN) —4—-AF)—-1, 4—-RaFkr
S =) —5—-F>7. 52g&HB,

11— (2=—T0FEAFN -3 -T2 FETzIN) —4—AF)H—1, 4 -

erosr b3y ——-5—-F>

Br
BF\IJ

Me
'H-NMR (CDC1y) &(ppm): 3.76 (3H, s), 4.71 (2H, s), 7.34 (IH t, J =17.8
Hz), 7.38 (14, dd, J =8.0, 1.7 Hz), 7.77 (IH, dd, J = 7.8 1.7 Hz).
(006 0]
BELSRH 7
WAKEILTINIZTL16. 0g&KET. N, N=ZCAFNLFINLT IR
SOmLIZMA., 150BHBRLAE. ZZRT7TJIFRNIIALT. 8g2MA.
I5ABBLAEE. 1 - AFF -3 -4V TFb-2-AFIRFEF 1
7. 0gZEMA. 80CT4. s mMALZ. BWHK., RINKE. #HHE S
FUDAL25g. K2LBELUVKS00gcDEAYMDPICBHBLAENSMA.
BEWME10%BEBEBETEEHEE LA, MEZFNTHHLEZ. BHEEZ KB X
VMR KTHREL EBRKEEBEY R ILTEHBRLZB. BETICEHEL.
1 - (2=AFN—-3—-AbFTT7xJl) -1, 4= ROFrTY—)L
—-5—-F>16. 2g&Br~,
1— (2=—AFN—-3—-AbrFIT7x)) -1, 4= ROFhr5Y
—J)V—5—-%>
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MeO
WI;j

NP0

N-N_

H

"H-NMR (DMSO-d¢) & (ppm) : 1.99 (3H, s), 3.87 (3H
Hz), 7.17 (IH, d, J = 8.1 Hz). 7.36 (I1H ¢, T

[006 1)
2E 5k Hl 8
SEGRBATICRHBEDL - (2—AFN—-3—-ArFTT7z2)) — 1, 4-—
erRaOsF b= —-5-%210. 00gBELUNN, N=—ZAFI)LEKRI)N A
YEZRFR100mLOEESHIZ. K&BT., 60%KEFFMNITL2., 47 g%
MA7z. EEWZEZERICABRL., 1EMEBRLAE. RREAWICKE T, 37
fEAFII3. 5mLlzMAk. BEEWMZERICEREL. 1 4BMEBHRLAE. X
JCEEMIZKEZEML, MEZFII THHELAE. A#BEZ 1 0 %EE. KB
DRAMBEKTHEL., BAKES X ULTEELEZE., BEFICEBHEL
e BoNEEREEZDATSNVATI LA NI ST 40 —12F L. 1 — (2 —
AFNWN -3 —A+FTT7xZ2)) —4—-—AF)N -1, 4—-TtRasFrki/—
W—56—-—F22. 19 g&=&7~,

1— (2" AF)N—-3—-ArFr7z2)N) —4—-—AFI)—-1, 4—-k
FRosF k=)l —5—-H4>
MeO
mj;j

N PO

N-N.

Me

'H-NMR (CDCly) & (ppm): 2. 11 (3H, s), 3,72 (3H, s), 3.88 (3H, s), 6.95 (1N,
d J =28.2Hz), 6.98 (IH, d, J = 8.5 Hz), 7.29 (1H, t, J = 8.2 Hz)

[006 2]
ZEZEGEH 9
SEGKRAISIZEHED 1 — (2 —AF N -3 ~-ArFT 7)) —4—RXF
V-1, 4-YkRoFbksy—=)V—-5—-—%>2. 19¢g, 1, 1’ —7YVFE
A(yrzanNFH>—-1—-H)NVAZMIIN)O0. 52g. N=—TDODERXATZI A1
IR2. 16ghktr7ouxR> ¥ 40mLOEAYEZMEBKE T L HEE
Lz, GHE. RRKRIKZEDNL., FRIFNTHHLEZ. GEEZKS
SUORMMBEATHSRL., BAREB IR ULATERLREE., BT TFICEE
L. BoniBEEZIIVATINVAILIORNT S 70— L. 1 — (2
—TOEAFN -3 —AbrFTT7x22)) —4-AF)—-1, 4-TkRoF
NSy —=I)l=—5—-*>22. 36g%57~.

1= (2=TRFAFN -3 —ArFT7zZI)) —4—-—AF)N—-1, 4
—JeRarhbsy—V—-5~-F>

.01 (1H, d, J = 8.1
), 14.63 (I1H s).
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Me

'H-NMR (CDCIl,;) & (ppm): 3.74 (3H, s), 3.96 (3H, s), 4.93 (2H, s), T. ,
dd, J =1.0, 8 5 Hz), 7.04 (14, d, J =9.0 Hz), 7.43 (1H, t, J = 8.1 Hz).

[006 3]
Z2Z5KHE 10
BEAEBRPIGICERD 1 — (2 -TJO0FEAFIN -3 -7JO0F7xz)) —4 —
AFIN—1, 4= kcRosFbsy—=—N—-5—-—F245. 0g., FhUTLR
R+ R37. 4gBXVFh5LFR752600mLOBEEYMERETS3
BEBEERLE, KCESWICEINEEKZ2EMNL., BRI FIN THBLEZ. &
WEEMMEEKTHRSL . EBKKEST N DLATERLALZBETICTERE.
1— (2—ARFIAFN -3 —-—7TJOETzJ) —4—AF)—-1, 4—-%
tRroaF bV —5—-F236. 2%,

1— (2 —ARFIAFIN-3—-TOFE7zJ)V) —4—-—AF)N—-1, 4
-k RaoFkrIV—=Il—5—-F

Br
Mw;j;j

NP0
N-N,
Me
H-NMR (CDCI,) 6 (ppm) : 3.23 (3H, s), 3.72 (3H, s), 4.67 (24, s), 7.33 (1A,
t, T =7.8Hz), 7.38 (1B dd, J = 1.2 81 Hz), 7.76 (IH, dd, J = 1.5,
7.8 Ha).
(006 4]

ZEZEGKHI1 1
SEERH 1L O0IZRBDO 1 — (2 AMFIAFIN-3-TOET7Z)) —
4 —AF)N—1, 4—-RkasF b3V —IV—5—-F236. 2g. AFIH
o> @23, 2g. 7ok 4a66. 7g.01, 1> —EX (P77
RAT74 /) 7zt 2] XSPTUL (1L 1) Pr7oudR JrooiAsy o ff
mMm10. 6 gBLYTPAFH L 500m]l DEEAEMEZIOCTS. HHEMHE
BLEZ, GHE. KRNEGWE BL. PBREHETEHE L. BN RE
OIS NASLZOIMNT ST 40— L. 1 — (2—ARFIAFI—
S—AFNTzZI) —4—AF)NV—-1, 44—k RoFrhba—IL—5—F
>25. 6gEHB~.

1= (2—ARFIAFIN =3 —AFNT7xzZ)) —4—-—AF) -1, 4
- b ROFRIV = —5—-F>
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'"H-NMR (CDC1,) 8 (ppm): 2.48 (3H, s), 3.23 (3H s), 3.72 (3H, s), 4.42 (2H
s), 7.21 (IH, t, T =5.1Hz). 7.35 (20, d, J = 4.8 Hz).

(0065]
BEARH 1 2
BEAEERM LI LICEHRD L — (2—AFFLAFN -3 -AF)NTz2)) —
4-AF)—-1, 4-2PcRuFr5Y—)V—5-%>25. 6g. BEEES O
mLEWN2 5 %8 KE -—HEEKRS OmMLOESWZ65CTI1KEBRL
2. RISEAMCHEMAaEKk2EmML, BEIFILCHMELZ. HHEE 280
EHAKTHBSL., BARBEFFNIOLTEBRLAE, BEFICEMHEZE., 1 - (2
—TOFEAFN -3 -AFNTLZ)) —4—-AF) -1, 4-YERO5F K
S —)—5—F2%27. 9 g,

1 - (2=7OFAFN -3 —AFINITx2)N) —4—-AF)—1, 4—
eRoF ks —Ib—5—-%

Me
Br\/\<J

N0
N-N,
Me
'H-NMR (CDCl;) & (ppm) : 2.51 (3H, s). 3.75 (3H, s), 4.51 (2H, s), 7.22-7.24
(1, m, 7.36-7.39 (2H, m).
[006 6]
SEGRA 1 3
BESRHA L 2K BDO1 - (2—-TOFAFIN -3 —AF)NT7xz=)) —
4—AFN—-1, 4-YrO05F+>Y—=-5—-F>1. 0g. 1 —-7EF
W—=1H-ES5YV =) —-3—-F—=)L0. 47¢g. REHIVIL0. 63 gbL&
D72 hrZhUIN20mLOESYMEMBER T 2HMBRLEZ. BKBELEKR
NREMEABL., BETEELZ. 8o 2BEZ22Y W5V hS5Lr0%
KNS —ZHL. 1 - (2-{[1 -7k FNVN—-1H-¥F¥S5V—)L—3—+4
Wl FAFTAFNY =3 —AFNTxzJ)) —4—AF)—-1, 4—E RO
ThIS—=N=-5—-F20. 58g&H~,

"Me
3o )
. 0]
N\
M
ST T
NP
_N\
Me
'H-NMR (CDC1;) o (ppm): 8. 01 (IH d, J = 2.9 Hz), 7.43-7.38 (2H, m), 7.26
(14, dd,‘J =6.9 2.1 Hz), 5.88 (1H, d, J = 2.9 Hz), 5.31 (2H, s). 3.69

(3H, s), 2.55 (3H s), 2.54 (3H ).
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(006 7]
ZEERH1 4
sEERH 1 IEHD1 - (2—{[1—-FEFN—-1H-F¥F/S—)l— 3 —
AN] FFIAFNY =3 —AFNTxzZIN) —4—AF)—-1, 4—-YER
05 b5 —=)~5~F>%3. 4g. FRPUTALAARFIRO. 59g8B&
VDAY =3 0mLOBEAYERBT2HEBARALAL. RINEAMEZHME
EARICEMLU BELFITHHLZ.AHEZ KB UOHMBEKTHRE L.
BAMBE /X ULTHEB LR, BRETEBHELEZ. o282 Uh0
FsIVhosrarzox s 574 —-2F L, 1 —(2—-{[1IH-¥5V—J)l—3—
AN] AFIAFI}Y =3 —AF)NTxZ)) —4—-AF)—-1, 4—-YER
OFhrS3y—NV—-5—-F>22. 5gxH/,

Me

.N.__O
HN™ X
oS
N F
N-N
Me
'H-NMR (CDCi;) 6 (ppm): 9.61 (I1H, s), 7.40-7.35 (2H, m), 7.27 (1H 4,
= 2.4 Hz), 7.24 (IH, dd, T = 6.5 2.8 Hz), 5.63 (IH, d, I = 2.4 Hz), 5.23
(2, d, J = 11.2 Hz), 3.66 (3H, s), 2.52 (3H, s).
[0 06 8]
AR EREAPSERIECIRELUTHETELZAT NIV U {LEaW 1 2
NEATRITY ) MLEH8 1 L FIZRT,
(006 9]
R2
H

N
Q-N" >—0
] (1)
N
N, O
N-N_

CHs

36



PCT/JP2014/069266

WO 2015/012243
(0070]
(% 2]
A/l N AV Q R 2
S AL a Y
12 4-chloro phenyl fluoro
13 4-1luoro phenyl chloro
14 4-methyl phenyl chloro
15 4-methoxy phenyl chloro
16 4-fluoro phenyl bromo
17 4-methoxy phenyl bromo
18 4-chloro phenyl iodo
19 phenyl methyl
20 4-fluoro phenyl methyl
21 4-methyl phenyl methyl
22 4-cyano phenyl methyl
23 4-methylthio phenyl methyl
2 4 3-fluoro-4-methoxy phenyl | methyl
25 4-ethoxy phenyl methyl
26 3-fluoro-4-methyl phenyl |methyl
27 2-fluoro-4-methyl phenyl |methyl
2 8 4-fluoro phenyl me thoxy
29 4-methyl phenyl methoxy
30 4-methoxy phenyl methoxy
31 4-chloro phenyl difluoromethyl
32 4-chloro phenvl trifluoromethyl
33 4-chloro phenyl I-propenyl
34 4-chloro phenyl propyl
35 4-chloro phenyl isopropyl

37



WO 2015/012243 PCT/JP2014/069266
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(% 3]
AT hFJY Q R?
J ALE W
36 4-chloro phenyl ethenyl
37 4-chloro phenyl 2-propenyl
38 4-chloro phenyl I-methyl ethenyl
39 4-chloro phenyl ethinyl
40 4-bromo phenyl chloro
41 4-bromo phenyl bromo
4 2 4-bromo phenyl me thoxy
4 3 4-trifluoromethoxy phenyl methyl
4 4 4~fluoro phenyl cyclopropyl
45 4-fluoro phenyl ethyl
4 6 4-bromo phenyl ethyl
47 4-bromo phenyl cyclopropyl
4 8 3-methylthio phenvl methyl
49 4-methoxy phenyl ethyl
50 4-methoxy phenyl cyclopropyl
51 4-methyl phenyl cyclopropyl
5 2 4-methyl phenyl ethyl
53 4-methyl phenyl bromo
54 2-methylthio phenyl methyl
55 2,3,4,5 6-pentafluoro phenyl [methyl
56 2-chloro phenyl methyl
57 4-chloro phenyl ethoxy
58 4-fluoro phenyl ethoxy
59 4-methoxy phenyl ethoxy
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[007 2]
(£ 4]
NS AV Q R 2
J ALE W
6 0 4-bromo phenyl ethoxy
6 1 phenvl ethoxy
6 2 4-chloro phenyl methylthio
6 3 3-chloro phenyl methyl
6 4 4-nitro phenyl methyl
6 5 2-fluoro phenyl methyl
6 6 2-methyl phenyl methyl
6 7 2-bromo phenyl methyl
6 8 3~fluoro phenyl methyl
6 9 3-methyl phenyl methyl
70 3-bromo phenyl methyl
71 3-methoxy phenyl methyl
72 2-methoxy phenyl chloro
73 2-methoxy phenyl! methoxy
74 2-methoxy phenyl ethyl
75 2-methoxy phenyl cvclopropyl
76 4-ethyl phenyl methyl
77 4-trifluoromethyl phenyl methyl
7 8 o-chloro-2-methoxy phenvl methyl
79 2-ethoxy phenyl methyl
8 0 2-isopropoxy pheny! methyl
8 1 3-chloro-2-methoxy phenyl methyl
[007 3]

AFERAMAEDICIB T EERT VY ) MeEPoEKREL TR, flRAEFR

(1)

(1)

WBUOBMENUTRIRTIDOTHALEMMRB TSNS,

nNo~208ETHO, RN, Nau¥ ¥ ET, C1-—

Ce6T7INFINHE, C1-Co67NaAFLHE, C1-C6T7INFINFLHE, =t
OEFZF T /ETHO ; REZMAFIVE, >Ju70ENE, BEEF. B
RET. TFNEEEBANFRETHLT I/ MLEW,

X (1)

2B N T,

nNO~208KTHD.,

RYIS, Na¥ > EF. AF)

B, IFNEFFEIAMFIHETHD ;R2H. C1—-C37IFIE, C3—
Carn7NFNE. NOF ET,. C2-C37N5=)E. C1-C3
TNAFLHE, C1—-C27NVFNFFE, FHIEFC2-C3FLFIINET
HBF IV ALEY.
£ (1) THBLT, nW0~208ETHO., R, NOFLEF. AF)
H, TFINVEELZBANFIETHO ; REBZAFIE, rur7obE N, B
RETF. BERF. TFLVEFAERALNFVETHEZFINIVY ) LY.

X (1)

nNN0~208KTHO, R'2N, "o ¥ ERTF, C1-—

C6T7IFINHE, Cl-C6T7NaFHE, C1-CO6T7NVFNLFFHE, = b

RDEXRZEIT /I ETHET 5V Y ) MLEW.
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X (L) BN T, nBO~208KETHOD, R'WN, N"urXr2ET. AFINI
B OIFNEFEZRANFIETHZF NIV LEW.

£ (1) BT, R2B, C1—-C37NFIHEH, C3-C4 a7 F
WE. O NOFURT. C2-C37NMr5rZ)E, C1-C37NVaxv#, C
1—C27NFNFAH, £713C2-C3TNFNETHEF LIV U )
e aw. |

£ (1) KBWT., REBAFINE, >rvar/nb )V, HERY. RXEFET
CITFURTFBARNFIETHZITFRNIVY ) ALED.

A (1) BT, R2MWC1-C37NFINETHAEFTINIIY ) ILED

XL (1) BT, REBAFIETHLET FIJ Y/ MLEW.

X (1) WBWT., R2PIFNVETHZ2T IV LED.

X (1) BNV T, RENCI-CAZ 707 NVNFINETHLET MY >
ftav.

X (1) BWT, R2B 7070V ETHLET NIV ) MLEW.

X (1) BT, R2OBNOFTFVRERFTHBT 7)) MEad.

X (1) TBWT, REVWB\EETFTHLT M)/ ead.

X (1) BBWT, R2VRERERFTHE2T IV U/ LEM.

X (1) ITBWT, RZACL1-C3T7NaAFIHETHEBTIIVI )/ VLA

.
X (1) BBWT, REBAMFIETHDZT TSI/ MLEW.
(007 4]
ERPMBEHOBKEEL TR, PIZEUATObLONEIT SN S,
(007 5]

X (1) BT, nB1FHZF2THD, R'oxNoFyF  HFEREIEC1
—C67NaAFTHTHD, RZNVC1—-C3IT7INFIE, C3-C4>/1
FHFNLE, NOFUEF, £HEBC1-C3T7NAFIHTHLI2T IS
A EMEMEM I ~VIDODWTNMh—E258T5HMBEENRMARY.

X (1) BT, nB1FZEF2THD., RNy D EFERIEFCI
—C37NaAFTHETHD. RZNC1-C3T7INFNE, C3-C4>/D
FNFIVE, NOFCEF. FLEC1-C3T7INIAFIHTHETF IV
JAEEME LA I~V IDODWT N —EZ2E56T 2MMBEENHRERY.

(00761

X (1) XBWVWT, nDB1FALEF2THD, R'UANOFT VEFERLEFCIL
—C67NAFTHTHD, R2NC1—-C3IT7INFINE, C3-C4>rn1
TIHFENE, NOFUETF, FARRCL-C37NVaFHETHBET T
JokEmE., keI EEEARTLEMRERRARY .

A (1) BWT, nH1FHLEF2THD., R'2UNaFyF > RFELITCI
—C67NAFTEHTHD, RZNVC1-C3T7NFNE, C3-C470O
THUFNLE, NOFUEF., £23C1-C37NVaF HTHETHFTVY
Ak EME., kEM T 1 2RI 2MMBEHRERD.

R (1) BT, nM1FARF2THY, R'INOFCEFERIIC
—C6F7IINAFTETHD, RZMVC1-C3IT7NFNE, C3-C42r0O
FIUFNLE, NOFUERETF, F23C1-C37NAFLHETHEITF KTV
JoAcEmE, kAT 1 1 L2508 T5MEMBRERAERD.

X (1) BT, nN1FAFT2THL., R'AINOFETE~IIC1
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—CO6T7NAFTHEHTHD, RZ2N/C1-C3IT7NFNHEH, C3I—-C4>rn
THWFNVE, NaOFET, £23C1—-C37NaFTHETHsdF RT3
JAEEME, (LB I VEEZERT 2R EHBRHEALY.

X (1) TBWT, nB1FAEF2THD, R'2NOFVETERZIZIC 1
~CO67NaAFIHTHOD, R2VC1-C37NFNHE, C3-C4>71
TIVFIE NOFUEF, FR2E3C1-C37NVaAFTHTHBET NI
JAeEME, LEMVEEZERT 52U BEHRERD.

X (1) BT, nPW1FEFAF2THY, R'MAINOFUCEFERZIFIC 1
—CO6T7NAFLETHD, R2AVAC1-C37NVFNEH, C3-C4>n
TIFINE, NOFUETF, E2EFC1L-C3T7NaxIi ETHrB7 5
JoAEEmE. LBV I EE2EFTH5MMBEHRARY.

[007 7]

AFEIVY I MEEMINSART NSV ) EEMS LT ToOWT M
— ket i &%, 0. 1 : 10BETERATIWEYMBEENRMARY ;

KT RIS MAEEMIDESART RIS ) MBS 1L ETONWT A,
—fkemEltam I &%, 1 1OASTEET 2R ENBRHARY ;

EFRIJU I MEEM I NS ERT T ) MBS 1 EToOWTRh
—fbEMEEMI EE, 10 1OBETEATAMYWIBEEHRARD ;

AFRSJY ) MEEMI NS ET NIV LA S 1L ETOLWT AN
—fkE&mEitaml 1%, 0. 1. 10BETEETL2MMBEHRARY ;

AF SV MEMINSET NIV Y MEEMS L ETOWVWT M,
—fteamEitam1l 1 &%, 1 1QBSTEETHAHYBEHRERD ;

AFRSVY I MEEMINEERT NIV ) U fbEBS 1 EFTCHONT N
—fkeamEibkeEml 1 &%, 10 1OBEESTEATH2HEMBEBRERY ;

AKF RIS MEMIDSERT ISV Y ) EEMS 1 ETonTNN
—ftEMmELLEHMI 1 1EE, 0. 1 10BESTEATH2HEYBENRMRK
7/

EFRIJY ) e EMIDSERTF NI Y ) eEdMS 1 EFTonTnn
—fkEmEEmI T 1 EE. 1 1OEETEET 2B EHRARY ;

AFRIJY MM IDSEZT NIV kWS 1 ETTconTns
—fbEMEEMI 1T 1 E%2,. 10 10BATEETIHYBENRERY ;

AT RIJY I MAEEMINSAEF RISV Y U LEMS 1 EFTONnT NN
— ke EikEMmMIVEEZ, 0. 1 10BETEEITIHYBEERMRY ;

AF RIS MM IS ERT NIV Y M8 1 FTOWT M
—fitEamEibtEm I VEE, 1 1OBETEE TS BEELRMERY ;

AF IV MEM IS ET NIV ) ) AeEm8 L ETonTIns
—bEWMEEMIVEE, 10 10BAETEETIHEMFEENRBERYD ;

KT RV MEEMIDNEART NIV bG8 1 ETo0nTNM
—(tE&MmElbamVEE, 0. 1 1OBAETEATIHDFBENBRBERD ;

KT RIV) ) MAEEMINSERFTF NIV Y ) e EM8 1L EToONnT M
—fkEMmElLamVEE. 1 10EESTEEITLI2HEMBEEGBRARY ;

KF SIS MG INEET NI ) bEWMS 1 EFToOWT NN
—kEMELEMVEZEZ, 10 1OBEETERETIWHMBEEHBRERD ;

ATFEIJU AWM INSERTF NIV ) M8 1 ETonTnn
—EEMENEMVIEE, 0. 1: 1OBETEETHHEMBEFRERY ;

AFRIJY MBI nSEKTF IV Y ) AeEmM8 1L EToOWTE N,
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1OBETEAT 2HEMHENRERD
AFRIVU I ABHINSATF RIS ) S LEMS LETOWTAL

—fkEMmELEmMVIEEZ. 10

W)

—fLEmELtEamMVI T EZE,

—feEmEEHMVI T EZ, 10

—fbEmEitEMmVIITI &%,
Y

—feEdmEibemVvVIIEZ, 0.

1 :

0.

LOBETEETOHEMREIRERY ;
AFRIVU I EMIDNEATRIVY S L LENE LETOLTAD

1

D 1OEETEE T 2% ERFRHE &

AT RIVU ) MAMINEETF RTVU S BN LETONT AN

1OBNEGTERAT 2HEYMBERMRY ;
ATV MEEMI NS KT IV ) a8 1 ETOVT AR
LOBSTEAT H2MEDBEDRERY ;
KF LSV MAEM LIS ART I ) Meam8 1 ETonT

1

1OBETEARE T 2HEYHEL A

AT RSV MLEM I NSEXT NIV a8 lETONWT AN
—fLBAMENEMVITIIEZ, 1 10BETEATA2HEMFESLRERY ;
AFEIJU ) ML EMINSET RSV MEEM8 1 EToVnT L

W

—ftEaEmEikem VI I I EEZ, 10

LDOFETEAT LY E D FR#E K

AFbIVV MBI DOERTRIVU ) MLaEmS LETOVT AL

—ftEmELLtamIX&Z, 0.

1:

1D

HETEETL2MMBENRERYD ;

E£TF RSV MLEM I DSERT RSV ) ) LA 1L ETOVT AL

—fkEmEiteEmI XEE, 1

1DEGTERT 2N M EYRERY ;
AFESVU MBI EART IV AMeEH8 L ETONWT AL

—fkamelkam I X&z, 10

—tEmLLaEMmX Lz, 0.

—ftEmLfLamXesE. 1

1 :

—ftamiibamX ez, 10

—ftamLitamX 1 &%, 0.

1

1DEETEETLMMBEREARY ;
AT RIS ) MBI NEERT RIS Y S MEEHM8 1 ETONT M
lOBETEET LY B ERBRERY ;
AFRTI) ) M EHINEART RIS ) AMEWME 1 ETOWVT N
1B TEREITOIMMBENLRBARY ;

AFbIUY MBI ETF RIS MEEHS 1 ETOWT AR
1DEEGTERETL2MMBEEHBRERY ;

AFRIVJ) ) AEEMIDNSAT NI Y ) EEHS 1ETONRT M

10

BETER T 2MYMmENBRMERY ;

EF TV MEEMIDEERZT TV LGB LETOWT AN

—ftEameftamX 1 &z, 1

1 OFIS TEHE T B WY E AR
AFRIVU LB MINEAT ET /Y LB mE LETOLT AL

—fkEamEieemX 1 &%, 10

)

—ftEmiitamX 11 &z,

—femEiLamX 11 &%, 10:

—{tEamEEMX T 11 &%,
D77/

—ftEmElksmMX 1 1 &%, 0.

1 :

0.

1OBETESHT LM BEENRERYD ;
AFRIVU I REBLIDEERT RTINS 1 ETONT N

1 :

LOEAETEET S YT R K

KFhIVI ) AEMIDNSERKTEIVY ) HEEH8 1 ETOWVT M

I1OEETEA T 2MMBENRMRY ;
AFESVY ) MEEMINSET RSV U MEME8 LETONT M
IDEGTEAT2BEMBEEHLRERY ;
AF NSV MEMINSET ISV Y ) UEEM8 1 EToOWT AN

1
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AFRIVV ) BMIDEET RIS EN8 L ETO T AR

—LEMEAEMX I T 1 L%, 1 1QEETEEITIHEMBENRARY
AFEIVYU S MEERIDSERT ISV LA m8 LETOWT AR
—EMEALEWX T I T EEZ, 10 : 1OBETEETHHEMBEEIRHER
L7/
EF MV MBI NSET NIV Y ) LA MS 1L ETOVT A
—fbEMEALEMX I VEE, 0. 1 : 10EETEATHHYMIBEEHRER
Y
AFRTVU BB INSETF RS VY a8 1 ETORTAL
—ftEMELEMXIVEEZ, 1 1OBETEATHHEMBEBRERY
AF LIV MBI SAEF RSV AW S L ETOVT NS
—bEMELEMXIVEZ, 10: 1QEATEETHHEMBENRMRY ;
AFETVU ) MBMIDEETRSVU ) VAN 8 1 ETOLT AR
—MLEHEEMXVEE, 0. 1 1OBATEETHHEMBENRARY
AEFPSVU I SEMINSERT RIV Y LA MS LETONT AN
—LEMELEMXVEE, 1 10EEGTEETHHEMWENBRMARDY ;

AT RIVU I MEEMINSAT IV ) MEeam8 LETOVT AN
—bEMELEMXVEE, 10 1OHETEETH HEYBEEHBRARY ;

AT TSI ABMINEETRSIVY ) SEEHS LETOLT AR
—ftEMEREMXVIEE, 0. 1 10OBETEETHAHEYBEENHRHER
Y ;

EFESVU ) ABMINSEFRIVY ) A8 LETOLT AL
—LEMEREMXVIEE, 1 1OHATEEITI2HEYBEGRERY ;

KTV AMEMINSARATRIVY S M8 1 ETOVNT RN
—LEMENREMXVIEE, 10: 1OEATEETHHMMBEEHRERY ;

AT ) I MEEMINSET RIS )  MLEMS I ETOWLT NN
—EEMEMEMXVITEE, 0. 1 1 QA TEETH HMYBENKRHA
Y ;

AT MBI NSETRIVY ) LEMS LETOWLT L
—LERMEMREMXVI I L&, 1 10EATEETHIHDFEEHRERY ;

AFRIVY ) MEWIDNEERT RTS8 1 ETHOLT AN
—tEMEEMXVITEE, 10 : 10EETEET WY HEENBRHERK
¥ ;

AFRTVI ) MEHINSET IV Y SEEHS LETORT AN
—ftEMEMEHXVITIEE, 0. 1: 1OBETEETHSHWIEERR
Ak ;

AT RISV MLEMINSEAT TV L EEmS 1 ETONRT AN
—EEMELEMXVI T I EEZ, 1 10BETEETHIHMBEEGRER
W
A7 RTVY MBI SET T LEWNS 1 ETOVT AN
—LEMELEMXVIIIEEZ, 10: 1OEAETEETHIMMBEESRA

. B
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RICHAMEZ RS, 2B, BEIBETEZET.
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